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aS^, AIDS 0I&KITHIV (thM^ 

i vm&3f&mm.mm &zinz£ a i d s©*&ai^«sjc3t# 

aid s«i((fflfe«)K:ii*j£+^i:mf, $ *>JcM©flM88HiSK:£ 
^<frbVNtn:A I DSIi©^^M*tiTv%s 0 

TCCR5, T«filBieitt©"fe*> Fl/t^^-i:l/TCXCR4 fcHfittl* 7 

iC&m&fc^bfct Mi, ^©CCR53t^#*^lC:K^Lfc^JI£%oTV\ 
[0 0 0 3] 

"^tfc**** >Viz:/*-MJft8Ji:LTtt:, 5§f#«tf l/y«S##(J."Biol. Ch 
en., 1998, 273, 10095-10098.), ^>X^TiftT>^#^(#^¥ 9 -249570) , 
*9->f ??AMMfcQfat. Med., 1998, 4, 72-77.) .XfcTn tT^.U (W09. 
8/25604 ,25605 t ),79XiV> MM ft (W098/30218) , 3f * > "T" (W098/04554 
),/\n^U K-;i/^#^(J.Bi l.Chea., 1998,273, 15687-15692., W098/24325, 0 
2151 .),K> X 7 V is yZkltG®) (#^9-25572) , X>f $ 9 V ~ frWmfr (WO 
98/06703) , tf ^ ^ V > £ <fc V 7 i? >f§^# (W097/44329) , 3 bf "C U 
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*?>mm>& (#H§¥9-249566) , 4 ftftlf^ U ^>f|#ft:(W099/04794), Btfcfc? 
D l> ^>f|*g#(W099/09984, W099/38514)^#*ll£*lTV>£#, 3|$it'l:CC 

. CCR5}gi#ffi(:id<KAIDSl$:iit5fcai:ij;, 

# - JCj**§U IM&fSffflSJC^A LT C C R 5 |)!^i«j^*fc£]fc#^£&M#&5o 
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& v x t)K ^mm^m & ^ * z> fern-it &m <o m% » % m r=. & v \ „ 
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^C^T^n^fi/, S&S&^l/TV^Tfc £V%7^ —bumt.fclti' 
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(2) ^tfmmmzmLT^T&z^mitTkm^ mmszmvx^x&£^ 
mmnm. mmm^mhx^x^^^c^rjvn^i/m. mnrnzmLx^x 

rvs^e. 3§ tin i ~ 4-itfii-s:t u t v ^ t % x-^mtJimmx $> z> _tis 
(i) um<oit^m. 

(3) R 2 ^g^$:^bT^Tt)<i:v^^^fc7K**T^^JtiB (1) fB^<Z> 

(4) R 3 AV\D^>T*$>-5±fB (1) fSS©ffclM&K 

(5) _blH (1) fB^O^^i^tt-e^iS^yD K5y ?\ 
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(9) H I V<D^I&g©^Bfr • *frfg2ff-e&£_fciB (6) iB«©Mf&^ 
[000 6] 

do) ai d s<Dj>m -i&mMx$>z>±m (6) mm&m&m. 
(id a i vs<DmmmmMmx$>z>±.u (6) ibs©^^ 

1±Tfc&_LfB (9) fB«tf>8fif£4£k 

d3) ms&mmwmmitvv-fvz/. vzsvy, vjust^y. ^kzt^j 

TAjm;w *tf^fcT>, f7^y>ifeliX77^1/>^ 
T*&6_t§B (1 2) |B«©^^ 

(14) . ^nfr-fflf i^t^t^K y >f >5*Mf/b*fcB:* 
f-t^>n/T*fes±IB (i 2) fBS©^^ 

(15) 5£ : 
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(5£c^ R^iftfSBill^SaT^So ) £ *i 5 ft^£?U« 
S-lirSCl^Srfm^&sS; (I) T*S*i*flS^«*fctt-e©«l©»3e& . 
(16)^: 
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fi^S$:^bT^T : fe)J:V>C 2 _ 6 T;i/i3^r^*;i/^— /HI* C H 7^*y>fM 
. fitSI«S:^LTV>T% < fcv>r$7^ -hog, i/T J ^fciftfW e>*i£ 0 
M rgg|g£;tLT^Tfc<fcV^fc>!fciii«J © r^fl^ifiSj i:bttt, R X T* 
rg&S£WLTv^%£v^fl;7fciligj KfcttS r^c^Sj £H3 
*>*u fc^-e^c^gT^/i/^ Cj.gi/i'nr^^^ c 6 _ 

41 £ CDftS©gg|*kmgl nTfgfc&glC 1 Xtt 3 MSSI bT V>T * J: 
[0 0 0 8] 

T%£v^fc*iig{c£tt5gg|g) icfctts r^^j tutu 

mi,ztif~^Tum.?'irji^is3m (#£b<Kj:ifcv>b2S) *'p*<n*>im 

(#£b<ttlfcVNb4te. 3e>lc#i;b<ttlfcv%b2M) ^tf^#i£&ii3S 
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>f$^-/u^, tr^yu;K i ,2 ,3 -Jr*y-PT)/VJV. 1,2,4-^-^-9-^ 

T l/U;K r,~3 ,4 -^-^■^-^TVU^^^ifn;^ 1,2,3 

;k 1,2,4-^7^7^;^ 1 ,3 ,4 -^-r^ri/y/i/, 1,2,3 -hur 
y y ;k 1 , 2 , 4 - h y 7 1/ y 7 s - b 9 !/ y ;k tr y tr u ;k tf 
y^*?— ;k iz^P—jw h V7^-^) ^ if 0 5 & ^ 1 6 lo^f if S^; 

, *>yVx=. ;k -r>Ky^, -fy>f>Ky;w iH->f>#vy;K 'ox 
>f>#vy;K ^>yt^ft!/'j^ 1 ,2-^>w v**yr yy;K 
f7i/y^, /<>v*tr^— 1 ,2— <>!/>f vfryuA, lH-^i/b 

r>hi^— ;w 7it b y s^— /k 7ithny-^, -OKy^— ;k tfnn 
[1,2 -_b ) tf y # ^— ;k ^ v* n [1,5 - aj tf y >r ^ #v C 1 , 

2 - _a] tf y A X #V [1,5 -_a ] fcf y S>VK -f ^ *V (1,2 -_b ] fcf 

y^r*?-;K -r ^ *V [1,2-aJ tf y ^ V~)V. i,2,4-M>7i/n C4 , 
3-_a] try^;K 1,2,4- hurv^n C4,3-_b] try *rs>— /i/*0 fc£ 

[ 0 0 G 9 ] 
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03-81 (^Ktt5~6I) <Z>^ftJ&£W**t&ftJ (0^L<tt^fD) <D 

itizmwmwmm amm&mmm) *£&mfbnz> 0 

•JU^As?-*. n-zf^-JV^yt, >fV^ft, tert-^fti:^ 
. ^ rg&S£^l/TV^& J^Gg^y^n^*;^— ICfcttS rc 2 

^ri/A^/sK— ^ >r y^h^$/^j;i/^— ;k t e r t-^h^f^^-^ n- 
^ > ^ ;i/ ;fr 3f s> # ;i/ — ;v & E w # if e> ft z> . 

So 

[ooio] . . 

&y/i/*;i/g :h^;k :/ntr;K -fyyntr/i/, >ry 

y^;K t-y^;K ^>^;k ^^^^©c^r^^r^/^) , y*/;i/S 
(c^TfrUJ^n, (W?u**fl'$ji. yiz^;K zfuiz*-)v. tfAa>f;i/ 

1 0 ffi§E# 2000-3092508 



4#¥ 11-284495 

(Wi«h'j7^tD^h^i/*;i/^-^ 2, 2, 2 - m; 7;i/^-naih 
3ps/;*j;i/sK— ;k h u ^dd^ s/#;i/3tf-;K 2, 2, 

%«t<. 2«©gm«^*M^i:-^ic^oT^r^y*$:^i-s 
1 - tf n u tr ^ u $>V , y y , 1 - z?— jvrua guz&ffl. 

f^/i/, ^$/;i^©c 1 _ 6 7;i/3f;i'^0 , r^/i^-fl/IS (toft'* 

1 -fcT^^;i/^<Z>3~8M L<li5~6 Jt) ©Sl^y^ 

[0011] 

S/^n^Dif>n/, */*n^;i/, ^*B^>^/i/, S/#n'\3rS'/w t/?u'\'7 
. 8 f?Dm^) *fei->r>^-;K 2 — (>#—fri£g(Dm&ttifi 

mf £*i£o 8*^ * n T;i/^r^^i/*i: barter -#t*Mr2— fQA>r>- 1 - 
>/i/ v 3-^yn^>f>-i->f^ 2 -*/ trusty- 1 — f;K 3-$/ 
1 ->f^/> i-yvu -f^r y - 1 — f;i/, 1 u^y^r-y- 
1 ->r;i/^oDC 3 _ 6 $/^nr;i/>?r^;i/fi^#Jf e>*is 0 ii/^D7^>^ 
-;i/Si: bTte, #5^.«2 ,4 -s/^n^>^>^ni>- 1 ->r;K 2,4-*/^ 
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u s?x.y- i--<;k 2 , w\3ry->*s^y- 1 ->f;i/^<z>c 4 

4-4>#=-Jl. 5->f > ^f-^© C 6 . 14 7 V - M b < , *T*=fe:7 

^xmzn&Kutfym^tLhxi,*. r=.H7t\Z7 vm. ^m. 

[0 0 12] 

—7*JVs t e r t -7*Jli3iZ jWPWT&ft*. 

>S/, -fV^>>$>7 t e r t --7b*r*stelf&mf ^tlS. 

R 3 ^StiS rg&g&;£LTVNT : fo<fcV>C 1 _ 4 y;i/3f;i/j , rS&S£tL 
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3f (0f*.tfh u -7 n*ir u* V*ri/-tofr-&— /b, 2, 2, 2-hu 

7MDih^i/A;i/4-w;k h'j^Do^h^y^M'-;!;, 2, 2, 2-h 

C^Tfr^rfr^ K-f /K ftfr^fr^ $ K>f/K teifT-n 

*k ^oo^^a-^o^T^ y»h its, m.iii-7 
PLiSy^-fr, i-+7*fr* 2-t7f^©c 6 _ 10 7 i ;-Mf) ^stt 

T^Tfc^VNl -bT^^;i^©3~8H U< fcfc5~6H) ©gi^T ^ 

[0 0 13] 

**3f$/, a^-=^^, p - hfr^y^frfc— fr**riste¥) fc£ 

" i") T-mt>2ftzfc&®<Dm.t:VT\*mtti}n^ m*.\tmwak& : 

mx-i*. mm&. mm&. Mit^mm^ u , 

tr^g^ ?res&&. ami, lit. j*#>x;i/*>mi&> p 

- vfr^y^fr-fcym&i&E) (r~n%.&> ijvv&i&. 

mar fr* v ±m&mm.. yy^-v&m.. hu*^;i/7^>&, hux^7 
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vt+KTs.y^ N f N-s;^^T-y>«. try y>£fc*f 

J£*T. TKfn^^-g-^fc^ (I) HW-tZ* 
[0 0 14] 

iJCCR5|fi#f^fflS:*^-*ft^* (I) iC^-rS^^SrVA^o 

-ft^ (i) 0/dK7^^lti ft^ (i) #7^ z>m&. 
mr^ sm&TS/JWt* yji^Mts yA,mft3*ifcft-a-^ («, ft-&4& (D 

>rt. t e r t - ^ Mb 2 *i £ ft -s^ £ ) ; (i) tfTkmmzm^zm 

ftHr# (i) 0>2K^#7iz^;i/ft> h-fM, ^n/\v -r;Ht, tr/in 
>f^, i*-*2/-;i/ft. r^-Mb. *?**fry$> J 

-Mtznfcit&mteZ) ;ft^ (I) ##/l/jK*S'/i>lfife#'*"*»^tK**' 
^S/M^^ft, Kft3tifcft^«J (#9. (I) ©^^^r 

*?;*^;i/7^ y^^;i/x^^;Wfc. tf/tn>f;i/^-#^^^;i/xx^;i/ft. ^ih 
*&A,*'*t/ljJb#-Jl'X>*'JU=>x*'Jbfa **7l/TS Kft^tifeft^^if) 

.; e>ti€>„ rti^^ft^tte^^.^t-^^^ss^'tsr t^T* 
ft-^-% (i) ©yn F^yiftt, jowisi 9 9 o^fu mm&vmft 
ft^ (i) ic^ft-r-5%©-e$>oT : fe«fcv>„ 
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it^m (i) cD^nF^vmftimott), sa^wjcw^sn** 
*s//i/**©»tt«*«*Kr, **fft££ (flu tbU^A, *u*/>«©t 

y v *- *-*$>:■ -r^te^y, vvy. itAy-^-y^E<om.m i ^.r^ jwrnm) 

[0 0 15] 

(#K **** yatf*> 

. zuwm. vy^m. **y*frft>& *<yi£y*)i*yWt. v-h/i^y 

o 

5£ (II) ~ (VI) ^StiS-ffc'&ttKi'feV^T/SllttafiifettlMtaiS:^* 

j: r^t»t (i) visnifc^®**^****®* 
(5£<z>##) fctef- feta-iiss; (in •c*sn*flS'&««'J:tjp-e©«t«: 

#KHfc-&4& (id fcvo. 

1 5 fflSE4S 2000-3092508 
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[0 0 16] 

J&T'Tjktt&V. it^m (ID mt£%d (HI) HZfcm^^&ZtlZJ: »J 

it^m (i) ^tsri^t^^. 
[ft 1 3 ] _ 

(III) ('» < l} 



)VT$ K (DM F) , j*^;!/^;!/^ h>> ^/l/X;i/*=* 2/ K ( 

dmso) . 7kte¥*&m&&^te*tib*m&lsTm^&z£tfT*%2>o tf»T? 
%y-fch— l>y;K y^nn^^x ^nn/J>;i/A^i:**W* bVN„ 3.tf>jKJStt 

M^ft^® (ID lC*fU ftHr#7 (HI) lfcV>L5?g*, #£b<fci:lfcV^ 

^or&^bgia-e&y. ^js^ttji^5^ra^e> 1 0 o^is*e$)So 

3©£j&K:fc^Ttt&S£&#2-&£r H\Z <fc y, fclfcifij: V Pimizmft? S# 
0&£bT«> r>«/^y^M^T;i/*U±^M©*mft^ 7K^ft4&f> Jgffctt* 
TK^ft^-hU^A, TK^ft^U^i*. tf»**^hy»5rA, KMft***Uf 
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T-feh-hU^) > it&m (ID l^*^*fbl&^Ll. 5 31©*^ 

yWit £ l fcw L l . 5 n^^P^^^^^^^ (DCC) 

3<Z)#&K:fc^TMV^;ft£{blir#l (ID Synthetic Comm., 199 

,4.2,0, 3167-3180. JC«B«©#&iC <fc o TSg^£ ^ £ £ o 7 ^ 



[ftl 4] 




(ii) 



7^nW> (VI) hit^m (V) ov^^J&^cMTt^fFFfc 
^ (viii) ££j££i*s;ifcKJ:y#£r£#T^£. flsHr4& (vi) fcte^fe 

*mfcV*V^ ^K^fc^-hU^A. ^^b^U^A, ^iNfc^l/^AfciO 

y 7A7^ K, y^n tr;i/T^ F, UffA^^^nA^^r^ 
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-^h#i/K&if) 2) Mm^SM^.^ T^/*y^»*fett7 > ^/*U± 

JH^M©*^* <0!U TfcSHfc-J-MJtfA, *tft'JffA, 
*SHt^y , 7^/*U^**fctt7;b*U±SI^©iKBI«L («u & 

ithUfA, UmitVVJ** 2»Hl& , 7/l/#y&**fctt771/# 

y ±»£M©0«**Stt (#5. ^i*Ith'J^A, #»*SS*y * 

N-*^/i/^;i/*y s/^^;i/T^^ try dbu ci ,8-^T-r^s/ 

>» t-i r r /i nl . DBN ( 1 ,S>-VyWS/9U C4.3 

.o) y>-5-x» &if©r^>li*>svMitry vy. >f ^ #V-;k 2,6 

(ID (HI) fc©£j£fcfc^T&^fc*###tf£>*u zitie, 

£#&£fcte^ii?LTMv^z:i:#T*££= ^©SjSic^Tft;^ (vii) # 

[0 0 1 8] 

\\&® (vii) (vim £<Dfcf&iz.&vz>M7tnnvTte. mz.&?k 

iWithu^, y^* a, j/r;**ft*9*thU9A 

&^#tfe>*is 0 i*ife©aS7cM©«ffl*ttft-&«» (vii) ic*fbiisi~i 

Omm. #£b<lXl~4^*T*&So SJSMStt-2 0~5 0*C. *3f*b<te 
O-C-^m-e^y^ &JfclliWtt0.5~2 4WrlHT*&*. 

*fgffiau^ffi^e> 1 0 o^micfcv^, 1 fcV>L4 8B#fS£J££it£-£K 
j:y#e>*iSo • 

Z:©^^CfeV^TMV^e)nS'fb^ (ID iXfcfcSJiXhem. Phara. Bull. 47( 
1) 28-36 (1999), $#HBBB 5 6-5 3 6 5 4 ifJCfa^©^* fcte**!, £> Km 

cfe^iciyss^-rsr^^T^^o 

~(Z>#&lCj3^T^e>nMfclN& (HI) J.AM.Che«.Soc, 1950 
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,72,1415., J. Am.Chem.Soc., 1952,74, 4549. ^ J. Org.Chem. ,1956,21, 1087. 

i$m (i) *wmtz>z. 

[-fbi5] 




Z.<D£Lfc\%m%-\*. 9 7 7 > 9 fa WtP-J/ 3 > 

X (ORGANIC FUNCTIONAL GROUP PREPARATIONS) ^ 2 JR. Tft'r^ V 9 zfUXft. 
(ACADEMIC PRESS, INC. ) ffl*<Z>#S&K:*SCTfT5 i HtfT'i*2>. 

&mm. x.-Tfr&mm. ^utfy&mm nzmm&mm. r^b-bv/i. n 

>n _^ W; va 7 5K (DMF) y-feh>, *^n,3i?-)\s>rb>. 
x;i/*3^> K (dmso) ^K$:#^^tfe-^>v^»^4^e)S:M'&L.Tmv^sz:^:^•e^5 

&y£j&t$lSttSiSo. 5^vnu i B-e&So r^JSteS^tett-^ (iv) ic 
, _t»ffr&4fc (ID MtlM& (ni) h(Z>£j£K:Mv^&S£«v^;i£#T*£ 
ZL©^ic^v>TM^i:bTMvx^tiS^^ (iv) ttfl:^* (in) *mm 

[0019] 

it&m (I) it. T5£T*5*-t£fc*;. (IX) T~mZfr2>itHr®£iZ, (V) 
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, :: ^<D^mmt^m an tft&m (v) tzm&mmtamm («, *, T/I/=, „,.. 

;i/«ic^j^jJ?-^S^#inbfe>ffc^ (i~5Si, .ff*b<ttiri.5SI 

i©fijSK:fevxTiR»fcbTfflv^e>*b«ft^« (iv) mt&m am 

[0 0 2 0] 

■*&m<D<t&to a) tt> CCRSW, t»Jfctt^CCR5imS: 
*»W©-ffc^* (I) CCR5fg#t2RJ£bT, m«AIDSffi&M 

*&m<D<t&m** mm^mzmmtsn^ ^ai* 
its® (i) ©1 £#<z>iKits^#s> is#©*^ic<ky 

MfcStf. &P##©f§1^£A (Hi50Kg) lASfeyiStt«d Cft-MP ( 
I) ] £bTi®5j?>>£ lOOOmg, b<«$Fl 0*^60 OmgT'fe'J, 
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i 

£MC#£b<fc}:i|§l 0 — 3 0 0mgT'fe>J, £ UfrttJf* b<tt^l 5—15 
[0 0 2 1] 

, . #?PJi©-mi=r#j (i) ffi©H I vcom^&co^W ■ ftWM AID 
giJ*tc&£v^«B^c. ^Jl^ttKitfr^Sti^Sfitt* Jffi^SlK *S-£3Cu %$*50 

^^sr>^;i/^2a^ji©^#i^^ffl^icii^bT^«?t-sfe*©#rfi^ 

•^M©^fi9J&MilbT^ 5? (zidovudine) , V#J*/y (dida 

nosine) „ ^l/J/^tf^ (zalcitabine) , (lamivudine) , *&zf 

*jy (stavudine) , yjtfctf/l/ (abacavir) , y-T^tftf;!/ (adefovir) „ y 
?-7*\ZJV Pif^i/JV (adefovir dipivoxil) , 7lr*J7Vy ^F^i/fr 

(fozivudine tidoxil) ^©««*5»«^#*ia*jW 5 * ^ * > (nevirapi 
ne) , (delavirdine) , X7T^l/> , 5' (efavirenz) „ O tTU K 

(lovirid ) % >f ^SiJjV (immun cal) ( ltipraz) &£<Z># 

«-*#3£«^#*ISW*9 W^^^ ( immuI1 cal > > (oltipraz 
) ft^CD^^ICiiaWfcffjS**^**!!**"!!) ; ****** (saquinavir) , 

U h*-*;i/ (ritonavir) , >f tT;i/ (indinavir) % *;i^>f **tf^/ (nelf 
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inavir) „ f A/ (amprenavir) % XV-fMjb (palinavir) , =y */-}- 

¥JU (lasinavir) ^^(D^U^T-^mmM ; &£##tf e>*T,£„ 

mm&&.mw-Bmm.ww£VT&. wzftty (zidovudine) „ v#j*/y ( 

didanosine) % -tf )\/ is & \d y (zalcitabine) , ^^yi/y (lamivudine) , 
*7Py (stavudine) l/<. ^tt*&C9Mffi«*f £ UTtt. 

*fcf^fc?>-(nevi rapine)— 58^*^3; > (delavirdine) &i?#£F£l/<, ^ 
n^T-lflflMi: ITSt -9-^r^-tf;i/ (saquinavir) „ U h^-tf/b (ritonavi 
r) ?> ^T>^^-bf;i/ (indinavir) , * ;u y j ± fcf ;i/ (nelf inavir) &£f##Fi;L 

XCR4©MiI («, AMD — 3 10 0$^) , H I V- 1 ©^®*tMtC#^ 
I V- l ©^7^^>^: : bM»^•t)-ti:Tfflv^S3^:*^^-^> 0 
[0 0 2 2] 

&t=.. (i) £^«^^is*m*fctt/fe<ktKyn^r-^ia^£ 

M^-«j1^«>^*©^1/2 0 0fc^bl/2gjLfc, ffi2&Wh3ma 

T(DmmT*m&mm2nz>o £e>c. 2s*fe»^-tu^±©^?:iia^feiJrT 

^ V7*?y : lOOmg 
V#J i/y : 1 2 5~2 0 Omg 
-iF;i/S/# tf> : 0. 7 5 mg 
9^ 7~*?y : 1 5 0 mg 
X#-fi?y : 30~40mg 
: 6 0 0 mg 
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ij bt tf ;i/ : 6 0 0 m g 
4 y V± fcf;i/ : 8 0 0 m g 
*A/7>< -y\ZJ\* : 7 5 0mg 

(#l5 0Kg) USfeU, fb^ (I) $&10~3 0 0mg?:, 

©*A.(#l5 0Kg) U§^J> M (I)«H0~3 00mg5:, t^f 
t«3 0 0~1 2 0 0mg^Wlt% ; 

[0 0 2 3] 

o 

JSXTKlK*©*^*^**, J*« (Maniatis 6,. • 

>$T„ Cold Spring Harbor Laboratory, 1 9 8 9^) (CflB4fiStlT WS#fc&% 

|tS>y'*W60(70-230*fetj:230-400>lyS/a)feMV^fe. Bfc/&tt'V:M3ilP-J3& 
T>ttGeaini-200(20QMH*)&ffiV>TM£bfc. h/V(APCI-MS)ttV< 

: YMC Comb i Prep ODS-A, 50 x 20 mn, S-5ittm 
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mmWL: A) 0.1% h'j7^Dffil«*, B) 0.1* h'J7MD»»^7 
-fe h - h V )V 

0.00#(A / B = 90 / 10), 1.20#(A / B = 90 / 10) , 4.40#(A / B = 0 / 100 

), 5.60#(A / B = 0 / 100) 

^AI : 500 til mm : 25 ml / min &ffi : UV 220 nm 
HPLC#*r \Z&>Te>0kftT'ft o fee 

wm-. mwmftm lc-ioav P >>x^a 

^j^A : CAPCELL PAK C18 UG120, 50 x 2.0 mm, S-Z/in 

mmrn-. a) o.n hU7MD»i^*, b) o.n h^MnwM? 

0.00#(A / B = 90 / 10), 4.004MA / B = 5 / 95) , 5.50#(A / B = 5 / 95) , 
5.51#(A / B = 90 / 10), 8.004HA / B = 90 / 10) 
ffim. : 0.5 ml / min &ffi : UV 220 nm 
[0024] 

n- [3- (4-/<> tf ^ u ps)zfu tr;H y — y 

4-y<> ^;i/tf/<'J £?>(52.58g, 300mmol) % DBD(0. 449ml, 3.0mmol) £>THF(600m 
D*£2£lCJt!$T> -20TCTT^ n 1/>T >(90%, 18.69g, 300mmol)©THF(60ml)*§?£ 

;feio#lffl**ttT*TU -20T>frb-iox;iz±&zi*tetfbi\%mMWVfco »^ 

T-IOTCT-T-V >(27.94g, 300mmol), h V 7iZ h^S/Tfci^ft*'?^- h U «7 A 
(127.16g, 600mmol)$r|SlCin^T^m*T*±#S^:^^e>19Nf^^L/feo 
T> 2N*SI'ffc^-hU^A*»« (900-1) S:anA.30^raJ9l*Plfe. ^X^/l/X-^M 
400ml, 200mlX2)T*&ffiUfco ttMfc&ttRir?*'* 2"* AT*S£^> 
88Lfc„ a^S:2-^'a/t/- J n/(400ml)ic^«?bJt#T, wmfc&nmm*.* 
;v^?£(200mi)$:*n^«fffibfcefcM#S:^bfc. tt^% : &2-yn/NV-;i/(ioom 

lX3)T*Sfe^, ^JEI£«ibT^fb^(75.66g, 198mmol) £ B&SS® £ LTf 
fee iR^66% 0 
m P 217TC (dec.) 
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i 

h NMR (DHSO-dg) 8 1.4-1.9 (5H, m) , 2.0-2.25 (2H, m) , 2.45-2.6 (2H, m) , 
2.83 (2H, br t, J=11.4Hz), 3.12 (2H, br t, J=7.2Hz), 3.29 (2H, br t, J= 
6.9Hz), 3.41 (2H, br d, J=12.6Hz), 7.05-7.5 (10H, m) 

Anal. Calcd for C 21 H 2 gN 2 • 2HC1 • 0.5H 2 0: C, 64.61; H, 8.00; N, 7.18. Foun 
d: C, 64.71; H, 7.92; N, 7.32. 

MMi&m (n- [3-(4-^<> y;i/bf ^ y vj ) zfu tf;i/] T- v » 

h NMR (CDC1 3 ) 8 1.05-1.85 (9H, m) , 2.34 (2H, t, J=6.8Hz), 2.46 (2H, d, 

J*6.6Hz), 2.83 (2H, br d, J=11.8Hz), 3.06 (2H, t, J=6.4Hz), 6.45-6.65 ( 
3H, m), 7.0-7.25 (7H, m) 

n- [3-(4-/<> ^;i/tf ^ y p j )-?u nnr-U y^MMM. 

3&41%„ 

mp 202-C (dec.) 

h NMR (DMS0-d 6 ) 8 1.53-2.01 (7H, m) , 2.50-2.55 (2H, m) , 2.66-2.92 (2H, 
~m), 3.08-3.20 (4H, m) , 3.38-3.44 (2H, m) , 6.61-6.69 (3H, m) , 7.07-7.30 
(6H, ■) 

Anal. Calcd for C 21 H 27 ClN 2 ♦ 2HC1 • O.lRgO: C, 60.39; H, 7.04; N, 6.71. Fo 
und: C, 60.33; H, 6.93; N, 6.84. 
[0 0 2 5] 

###93 

N _ [ 3 _ ( 4 _y< p j)zfu tf M -3 V n n y — V y^MWM. 

„ flX^53X 0 

, , mp 2Q31C (dec.) . _ . 

h NMR (DMSO-dg) 8 1.49-1.76 (5H, m) , 1.91-1.96 (2H, m) , 2.50-2.55 (2H, 

m), 2.79-3.17 (6H, m) , 3.38-3.44 (2H, ■) , 6.68 (1H, dd, J=2.8, 8.8Hz), 
6.75 (1H, d, J=2.6Hz), 7.17-7.30 (6H, ■) 

Anal. Calcd f r C 21 H 2 gCl 2 N 2 • 2HC1 • 0.5H 2 0: C, 54.92; H, 6.36; N, 6.10. F 

2 5 ffiU# 2000-3092508 



1 1—284495 



ound: C, 55.11; H, 6.64; N, 6.37. 

N _ [3-(4-^> ^;i/tr^< u v j)y°u \f.M yn&Wi& 

o 

mp 182-1 92*C (dec.) 

h NMR (DMS0-d 6 ) 8 1.4-1.9 (5H, m) , 2.0-2.25 (2H, m) , 2.31 (3H, s) , 2.4 
5-2.6 (2H, m), 2.7-2.95 (2H, m) , 2.95-3.55 (6H, ■) , 7.1-7.45 (9H, ■) 
Anal. Calcd for CggH^Ng • 2HCi • O.SHgO: C, 65.34; H, 8.22; Cl, 17.53; N> 
6.93. Found: C, 65.24; H, 8.38; Cl, 17.37; N, 6.98 ? 
[0 0 2 6] 
#%$J5-1 

4-7^tn^>^7*D5 F (100g) iliy h U ;i/ (120ml ) £ V 150 
TJTf22»Wi!l#Lfc. #e>tlfe^|S?K$:^ffi^W(bp 1 15-120 Wl.5mmHg) 

4 _ 7 ;1/ ^ n > )\, * J* * y m P X^ ;i/(60 . 8g) , 15- ? 9 > -5 (4m 1 ) © THF (4 

oomimmiz^mwr. eot^mit-rhvu^m^, 9.75s) *M%.mwLmr*3o 
#mmwvr~ 0 mnr*i?mwT. i-tert-^h^^^^jjfx^-4-tf^u f>(4 

2.0g)©THF(150ml)?§»iS:?BTL/T^mT*22^|git^bfeo zfc#T> 2K£fln*.fie 

&S*«&B& v 9 % >> ? A T-i£#«. *£JBta*§ b gS©*& W^D7h^7^- 
(^U*^650g, /\**>/fi^x*-/l/=30/l-»10/l)JCf5fUfc. 

an b t 1- ter t-y h * 5/ # /u x ji-A- (4- ^ ;i/ * u * y v y > ) ^ y ^ > (4 

X H NMR (CDCI3) 8 1.48 (9H, s) , 2.32-2.44 (4H, m) , 3.37-3.53 (4H, m) , 6. 
31 (1H, s), 7.00-7.19 (4H, m) 

l-tert->T h )V-4-(4-yfr*U *y S? y 5 s » tf* »J ^> (47. 0g) 

y _;K450ml)lC^«?blO%/N°^^^A^(50X^ffi, 4.7g)&«-T5t$ 
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^;l/#^;l/-4-(4-7;l/?^-^^>^;l/)^f^ , ; $;>(39.9g) 

*H NMR (CDClg) 6 1.08-1.64 (14H, m) , 2.49-2.69 (4H, m) , 4.04-4.10 (2H, 
m), 6.92-7.12 (4H, m) 

1-tert-^ h *c i/ % (4-7 W<y *JJl) fcf ^ U ^ > (39. 9g) IC4N 

h NMR (CDClg) 8 1.70-1.81 (5H, m), 2.52-2.59 (2H, m) , 2.71-2.89 (2H, m 
), 3.42-3.59 (2H, m) , 6.93-7.07 (4H, m) 

[0 0 2 7] 
#%#|5-2 

4- (4-7 /I/tf n *y bT^ U > 

#%M5-l-e#e>n^-ffc^(5.05g)lClN*^b-7" h U 9 A7fc?£?£(66ml) fcflnx. 

l E NMR (CDClg) 5 1.0-1.35 (2H, m) , 1.35-1.7 (3H, ■) , 2.45-2.65 (2H, m) , 
2.49 (2H, d, J=6.6Hz), 2.95-3.1 (2H, m) , 6.95 (2H, t, J=8.8Hz) , 7.0-7.1 

5 (2H, ■) 
#%#[5-3 

n- {3- [4-(4-7 ji*u k> Vfr) tr^ u VJ\ 7u MM T— u yr.&Wt& 

fc."jR*S54%. 
up 230T: (dec.) 

% NMR (DMS0-d 6 ) 8 1.35-1.9 (5H,'m), 1.95-2.2 (2H, m) , 2.45-2.6 (2H, m) 
, 2.83 (2H, br t, J=11.5Hz), 3.11 (2H, br t, J=7.4Hz) , 3.24 (2H, br t, J 
=6.8Hz), 3.42 (2H, br d, J=10.6Hz), 6.9-7.2 (9H, m) 
##096 

3,4-*?* O n-N- {3- [A-(4--7A*U Vfr) tT *U PJ] 7n \£M T- U 
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mp 203-209"C (dec.) 

h NMR (DMS0-d 6 ) 8 1.35-2.05 (7H, m) , 2.45-2.6 (2H, m) , 2.6-3.3 (6H, m) 
, 3.41 (2H, br d, J=10.6Hz), 6.57 (1H, dd, J=2.7, 8.8Hz), 6.75 (1H, d, J 
=2.7Hz), 7.05-7.3 (5H, m) 

Anal. Calcd for C 2] H 25 C1 2 FN 2 • 2HC1 • 0.5H 2 0: C, 52.85; H, 5.91; N, 5.87. 
Found: C, 52.90; H, 6.12; N, 5,94. 
[0 0 2 8] 

##057 

n- [3-(a-k > tr^ vvj)-7u \f.M * y v^r ^ y 

4-/< If <l> t?>(10.0 g, 57 mmol), DBU(85 #1, 0.57 mmol) <Z)THF(10 

*immzm&T. -20X1T*T#U l/>f >(90 %, 3.2 g, 57 mmol)<DTHF(2 ml)*§ 
?&£10#imfr#"tigTU -20TC^?>-10X:iC#MS-ti:^^e>l^rajt#L/feo ffi. 
WT-lWZ^yVfr?^ X6.1 g, 57 mmol) % h V TiZ h 3f Vm-T 
hU^A(24.2 g, 114 mmol)S:«MlCiin^T^?atT*J:#$-B:^^e>19^im^b 
fee *#T> 2H**fl:^hU9A*»*(100 ■l)ft»^.30^BI«#P«, 
m-^MlOO .1, 80 »1 x 2)t'iH}lfc. ^*BM*M*^ire^*$/*AT-3fc 
^BEaiiibfeo ^Sfe&2-^n/\V-;K50 *\)K&mVMWT* 4N&ffc 

HaV -71/(20 «1 x 3).T?«fei*tfc, ^JES&ibTB&*£l§(6.5 g)&#fco 

#£*lfc&&*Sli(2.0 g)lClN7K^fc^bU'^A7K^(10 »DS:in^aS:^ 
J§¥U S^X^MlO »1, 8 ml x 2)-eiffilfc„ *ttUV£*&MSMfc'?'4''-*5'9 

h NMR (CDCI3) 8 i.30(2H, dt, J = 11.8 Hz, 2.4 Hz) , 1.49(1H, n) , 1.59 - 
1.89(6H, ■), 2.35(2H, t, J = 7.8 Hz), 2.52(2H, d, J = 6.8 Hz), 2.66(2H, 
t, J = 6.8 Hz), 2.90(2H, d, J = 11.8 Hz), 3.78(2H, s) , 7.12 - 7.33(10H, 
■) 
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MS (APCI + ) 323 (M + 1) 

N _ [ 3 _ ( 4 _/< y fcf ^ V*?J)zfU -4-7 D^>^>T5> 

X H NMR (CDC1 3 ) 8 1.26(2H, dt, J = 12.0 Hz, 2.6 Hz), 1.51(1H, m) , 1.59 - 
1.92(6H, m), 2.39(2H, t, J = 7.0 Hz), 2.49(2H, d, J = 6.8 Hz), 2.66(2H, 

t, J = 7.0 Hz), 2.91 (2H, d, J = 11.8 Hz), 3.74(2H, s) , 6.94 - 7.32(9H, 
a) 

MS (APCI + ) 341 (M + 1) 
[0 0 2 9] 

X H NMR (CDCI3) 5 1.29(2H, dt, J = 12.0 Hz, 3.6 Hz), 1.41 - 1.91(7H, m) , 
2.38(2H, t, J = 7.6 Hz), 2.51 (2H, d, J = 6.6 Hz), 2.67(2H, t, J = 6.6 H 
z), 2.92(2H, d, J = 11.6 Hz), 3.76(2H, s) , 7.11- 7.33(9H, ■) 
MS (APCI + ) 357 (M + 1) 
##M10 

N _ ^;i/tf ^ yy;)^n tr;H -3,4-5; * o a vkt k y 

h NMR (CDCI3) 8 1.29(2H, dt, J = 12.0 Hz, 2.6 Hz), 1.52(1H, m) , 1.60 - 

-1.92(6H, «),2.39(2H, t, J.= 7.4 Hz), 2.51(2H, d, J = 6,8 Hz) , 2.65(2H, 

t, J = 7.4 Hz), 2.92C2H, d, J = 11.8 Hz), 3.73(2H, s) , 7.10 - 7.43(8H, 
m) 

MS (APCI + ) 391 (M + 1) 
##0U11 
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l E NMR (CDCI3) 6 1.24(2H, dt, J = 12.0 Hz, 2.6 Hz), 1.52(1H, m) , 1.55 - 
1.90(6H, m), 2.42(2H, t, J = 7.0 Hz), 2.52(2H, d, J = 6.8 Hz), 2.69(2H, 
t, J = 7.0 Hz), 2.94(2H, d, J = 11.8 Hz), 3.76(2H, s) , 6.91 - 7.38(8H, 

») 

MS (APCI + ) 359 (M + 1) 
#%M12 

n- [3-(4-/<> ^;i/tr^ y V J ) zfu tr/H -2-9 n n <y vjvt $ y 

o 

h NMR (CDCI3) 8 1.23(2H, dt, J = 11.8 Hz, 2.6 Hz), 1.52(1H, m) , 1.57 - 
1.89(6H, m), 2.37(2H, t, J = 7.0 Hz), 2.48(2H, d, J = 6.8 Hz), 2.63(2H, 
t, J = 7.0 Hz), 2.9K2H, d, J = 11.8 Hz), 3.72(2H, s), 6.95 - 7.40(9H, 

■> 

MS (APCI + ) 357 (M + 1) 

[0 0 3 0] 
###J13 

n- [3- (4-k y *?jru if y J ) ~f n -4-^nn^>^7^> 

o 

h NMR (CDC1 3 ) 8 1.26(2H, dt, J = 12.0 Hz, 2.8 Hz), 1.51 (1H, m) , 1.59 - 
1.90(6H, a), 2.39(2H, t, J = 7.0 Hz), 2.51 (2H, d, J = 6.8 Hz), 2.66(2H, 
t, J = 7.0 Hz), 2.93(2H, d, J = 11.8 Hz), 3.72(2H, s) , 6.95 - 7.33(9H, 

») 

MS (APCI + ) 357 (M + 1) 
##0914 

n- [3- (4-/< y vn> tf ^ y v j ) -f n \ZM -4-* ^ )v< y vji r ^ y 
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o 

h NMR (CDClg) 8 1.33(2H, dt, J = 12.2 Hz, 2.6 Hz), 1.52(1H, m) , 1.56 - 
1.84C6H, m), 2.25C3H, s) , 2.39(2H, t, J = 7.6 Hz), 2.52(2H, d, J = 6.8 
Hz), 2.70(2H, t, J = 7.0 Hz), 2.90(2H, d, J = 11.8 Hz), 3.78(2H, s) , 7. 

15 — 7.35(9H, m) '■ - - - 

MS (APCI + ) 337 (M + 1) 

###115 

n- [3-(4-/<> Pfr tf ^ v V J )^n tf;H -4-* h * *y<yV)\sT ^ y 

h NMR (CDClg) 8 1.33(2H, dt, J = 12.2 Hz, 2.6 Hz), 1.52(1H, m) , 1.56 - 
1.9K6H, m), 2.39(2H, t, J = 7.8 Hz), 2.48(2H, d, J = 6.8 Hz), 2.69(2H, 
t, J = 6.8 Hz), 2.91 (2H, d, J = 11.8 Hz), 3.80(2H, s) , 3.94(3H, s) , 7.1 

2 - 7.47(9H, m) 

MS (APCI + ) 353 (M + 1) 

###116 

N-[3-(4-^<>^;i/t:^u *jj)7u tr;i/] {i/Vu^^fr^MT^y 

h NMR (CDClg) 8 0.90(2H, t, J = 10.4 Hz), 1.17 - 1.30(7H, m) , 1.53 - 1 
.94(11H, m), 2.35(2H, t, J = 7.8 Hz), 2.50 - 2.53(4H, ■) , 2.66(2H, t, J 
= 6.8 Hz), 2.90(2H, d, j = 11.8 Hz), 7.09 - 7.21 (5H, m) 
MS (APCI + ) 329 (M + 1) 

[0 03 1] 
###117 

3 _ (7 * ; * tf y £JB V>T###l7il ^^©^T^^b^^^b 
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*H NMR (CDClg) 8 1.30(2H, dt, J = 11.8 Hz, 2.4 Hz), 1.49(1H, m) , 1.51 - 
1.95(6H, m), 2.39(2H, t, J = 7.8 Hz), 2.54(2H, d, J = 7.2 Hz), 2.69(2H, 
t, J = 7.0 Hz), 2.92(2H, d, J = 12.2 Hz), 3.79(2H, s) , 7.15 - 7.19(7H, 
* m), 8.25 (1H, d, J = 2.0 Hz), 8.54(1H, d, J = 1.8 Hz) 

MS (APCI + ) 324 (M + 1) 

mmmi 

n- [3- (a-k y tr^ y *? j ) y n \±M -N-y i — ;i/-N' -7 ai y u yi&Wti& 

. 7i-H VS/r^-- h(163/tl, 1.5mmol)£7)THF(15ml)^lC^T. ###J 
lTt#b*lfcfc#%(38l!!ig, l.Ommol). h U X.^-fi/T ^ > (308/t J , 2.2mmol) © ^ 
^□n^^>(15ml)^$:^T*l^^^TiinA, SIST12l^iaf«# 
Ufeo ^^nn^^>(50ml)S:in^fe^, mnmW*(50ml)T?2|I!Sfc#U 

(i/ViJ?m2e. ^*t>/8iIf ;i/=l/l^0/l) tctfU B«lH^ 
&$c£hiIil§L£o ^W^Sr»^^;K2ml)lc^b, 4Nj&ffc*lit»g&:n^;i,S§ 
M(2ml) SrinA, 5#Hgj£#^ ^BESgl&gLfco ^W4^C^i*->(5ml)£;&n;Ufc 
jg#l£8tJ&> Mm^bT^^fc^(382mg, 0.82mmol)$ra^T i E;i/7TXi: 
JR^82%„ 

X H NMR (DMS0-d 6 ) 8 1.30-1.95 (7H, m) , 2.54-2.57 (2H, m) , 2.80-2.93 (2H, 
n), 3.00-3.12 (2H, m) , 3.42-3.80 (2H, m) , 3.62-3.78 (2H, n) , 6.95-7.55 
(15H, ■), 7.85 (1H, s) 

Anal. Calcd for C 2 gH 33 N 3 0 • HCI • 0.75 H 2 0: C, 70.42; H, 7.71; N, 8.80. Fo 
und: C, 70.43; H, 7.31; N, 8.74. 
[0 0 3 2] 

mmm2 

N- [3-(4-/0^;t/tr^ y V/yifU \ZM -N' ^(4-W7i=.^)-»-7x-M) 
&mmi'Z&fi>tlt~<k'kys(22.9g, 60m«ol), h y ai^^r^ X18.5-1, 132»a 

oi)<D^*nn;*#y(500«i)^ic&#T> 4-^nn7xnMVi/7t-h(i 

3.8g, 90mol)fc*II;*., ^MT?12Np|SJt#bfec fcf&mzmmnm7k (400-1 )T*2 
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7A^D?f^77-f - (s/U*^;i/500g, ^\^ymw.^ /i/«i/i-»o/D ic 

, MJE^bT^S'ft:^(13.8g, 30mmol)£6&*£.liri:bT#fc o iR^50% o 
mp 101-103"C 

*H NMR (CDCI3) 8 1.23-1.46 (2H, m) , 1.46-1.90 (7H, m) , 2.36 (2H, t, J=7 
.3Hz), 2.51 (2H, d, J=6.6Hz), 2.82-2.90 (2H, m) , 3.77 (2H, t, J=7.3Hz) , 
6.66 (1H, br), 7.1-7.52 (14H, m) 

Anal. Calcd for CggHggClNgO: C, 72.79; H, 6.98; CI, 7.67; N, 9.09. Found 
: C, 72.41; H, 6.97; CI, 7.72; N, 8.98. 

mmms 

N- [3-(4-/<> *?/I/fcT^ U V J ) -fU \ZM -N' -(3-? D07 ai->H/)-N-7 

h NMR (DMS0-d 6 ) S 1.45-1.86 (7H, m) , 2.49-2.53 (2H, m) , 2.77-2.89 (2H, 
m), 3.00-3.17 (2H, m) , 3.35-3.40 (2H, m) , 3.69-3.76 (2H, m) , 6.94-6.70 
(1H, ■), 7.15-7.50 (12H, m) , 7.60-7.64 (1H, m) , 8.15 (1H, s) 
Anal. Calcd for CggHggClNgO • HC1 • 1.0 H £ 0: C, 65.11; H, 6.83; N, 8.14. F 
ound: C, 65.20; H, 6.69; N, 7.95. 

[0 0 3 3] 

mmm . .. 

n- [3-(4-^> tr^ u )^"n tr;i/] -n* -(4-* f;b7i-ji/)+7x-;w 

fee JR*75l, 

X H NMR (DMS0-d 6 ) 8 1.45-1.91 (7H, m) , 2.21 (3H, s) , 2.49-2.53 (2H, m) , 

2.77-2.85 (2H, ») , 3.00-3.18 (2H, ») , 3.35-3.44 (2H, a), 3.68-3.76 (2H, 
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m), 6.97-7.02 (2H, m) , 7.15-7.50 (12H, m) , 7.75 (1H, s) 

Anal. Calcd for CggH^NgO • HC1 • 0.75 RgO: C, 70.85; H, 7.69; N, 8.55. Fo 

und: C, 70.85; H, 7.67; N, 8.42. 

n' y i/jv-n- [3-(4-/< y tr^ U VJ ) rf n tf;i/] -n-7 * — ;i/ ^ u y 

feo iR^67X„ 

*H, NMR (DMS0-d 6 ) 8 1.40-1.81 (7H, m) , 2.53-2.56 (2H, m), 2.77-2.89 (2H, 

as), 2.98-3.18 (2H S m) , 3 = 35-3,40 (2H ; m) , 3.65-3.70 (2H, m) , 4.20 (2H, 
s), 7.18-7.54 (15H, m) 

Anal. Calcd for C 2g H 35 N 3 0 • HC1 • 0.5 HgO: C, 71.51; H, 7.66; N, 8.63. Fou 
nd: C, 71.60; H, 7.74; N, 8.46. 

mmme 

■p 106-1 08"C 

h NMR (CDClg) 5 0.8-1.95 (19H, m) , 2.30 (2H, t, J=7.6Hz), 2.50 (2H, d, 
J=6.6Hz), 2.83 (2H, br d, J=11.8Hz), 3.4-3.75 (1H, n) , 3.68 (2H, t, J=7 
.3flz), 4.15 (1H, d, J=8.0Hz), 7.05-7.5 (10H, o) 

Anal. Calcd for CggRggNgO: C, 77.55; H, 9.07; N, 9.69. Found: C, 77.65; 
H, 8.96; N, 9.75. 
[0 0 3 4] 

fc. JR^92%„ 

h NMR (CDClg) 5 0.84 (3H, t, J=7.3Hz), 1.1-1.95 (11H, ■) , 2.33 (2H, t, 
J=7.6Hz), 2.53 (2H, d, J=6.6Hz), 2.86 (2H, br d, J=11.6Hz), 3.05-3.2 (2 
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H, m), 3.71 (2H, t, J=7.3Hz), 4.55-4.7 (1H, m) , 7.1-7.5 (10H, m) 

mmms 

N _ [ 3 _(4-/<> V)^* V VJ ) ~7X1 tf;i/] -N-(3-* D n 7xUl/)-I' -(4-* O D7 

X H NMR (DMS0-d 6 ) 8 1.40-1.91 (7H, m) , 2.51-2.54 (2H, m) , 2.78-2.90 (2H, 
m), 3.00-3.17 (2H, m) , 3.37-3.43 (2H, m) , 3.71-3.78 (2H, m) , 7.15-7.50 
(13H, m), 8.34 (1H, s) 

Anal. Calcd for CggHgjClgNgO - HC1 • 1.0 H 2 0: C, 61.04; H, 6.22; N, 7.63. 
Found: C, 60.80; H, 6.20; N, 7.73. 

N _ [ 3 _ ( 4 _y< y ;l/ tf ^ u ^ J ) y n tf Jl] -N* - (4- * nn7x-^)-N-(3,4-j;^n 
o7i- i/T 

fc„ JR^78%„ 
■P 128-131T} 

h NMR (CDC1 3 ) 8 1.1-2.0 (9H, m) , 2.39 (2H, t, J=6.8Hz) , 2.51 (2H, d, J 
=6.2Hz), 2.88 (2H, br d, J=11.8Hz), 3.78 (2H, t, J=6.6Hz), 7.05-7.4 (10H 
, ■), 7.41 (1H, d, J=2.6Hz), 7.49 (1H, d, J=8.4Hz), 7.90 (1H, br s) 
[0 0 3 5] 

mmmio 

N- [3-(4-/<> PJU tT^ U V J ) -?U bf )V) -N' -(4-* n n 7 ain;i/)-N-(4-^ "7 
fc„ JR3*87% 0 

h NMR (DMS0-d 6 ) 8 1.2-1.95 (7H, m) , 2.34 (3H, s) , 2.45-2.6 (2H, m) , 2. 
6-3.5 (6H, m), 3.68 (2H, t, J=6.8Hz), 7.1-7.35 (11H, m) , 7.44 (2H, d, J= 
9.2Hz), 7.93 (1H, s) 
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Anal. Calcd for CggBg^lNgO • HCl • 0.5H 2 0: C, 66.79; H, 6.96; CI, 13.60; 
N, 8.06. Found: C, 66.84; H, 6.99; CI, 13.51; N, 7.95. 

mmmn 

N'-(HDD7x-il/)+ {3- [4-(4-7JVX D O V fr) t±°^ V ;}7°U -N 
-y 1/7 

h NMR (CDC1 3 ) 8 1.1-2.0 (9H, m) , 2.36 (2H, br t, J=7.3Hz) , 2.48 (2H, d 
, J=6.6Hz), 2.86 (2H, br d, J=11.6Hz), 3.77 (2H, t, J=7.1Hz), 6.60 (1H, 
br s), 6.85-7.55 (13H, m) 

N' -(4-? 0D7i n;i/)-N-(3,4-^ 9UU7 ai-;i/)-N- {3- [4-(4--7 )V*W< > P 

tc 0 JtX^79% 0 
■p 113-11510 

h NMR (CDCI3) 5 1.1-2.0 (9H, m) , 2.40 (2H, br t, J=6.6Hz), 2.48 (2H, d 
, J=6.6Hz), 2.89 (2H, br d, J=11.4Hz), 3.78 (2H, t, J=6.8Hz), 6.9-7.4 (9 
H, ■), 7.42 (1H, d, J=2.6Hz), 7.50 (1H, d, J=8.8Hz), 7.77 (1H, br s) 
[0 0 3 6] 

mmmis 

n- [3- (4-^ y vji tr^ y v J ) -fu tr M -n' - (1-^ 7f^-N-7i-^fi/7 

■p 124-127*C 

h NMR (CDCI3) 8 1.0-1.95 (9H,m), 2.3-2.5 (2H, *) , 2.39 (2H, d, J=6.6H 
z), 2.86 (2H, br d, J=11.4flz), 3.88 (2H, t, J=7.3Hz), 7.0-7.3 (6H, m) , 7 
.3-7.65 (10H, ■), 7.75-7.85 (1H, ■) , 7.9-8.0 (1H, ■>) 

Anal. Calcd f r 032^30: C, 80.47; H, 7.39; N, 8.80. Found: C, 80.33; 
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H, 7.21; N, 8.83. 

mmmu 

n-^ y [8-(M>^^ u ) y n -n' -(2,6-^* ^;t/y 31 

##M7T'#e>tlfeft^(16.1 mg, 50 At«>ol)tf>^# D □ ;* # >^M(0.3 ml) 

ic h y >(i4 m 1, 100 A"»oi)£M?&^#n*-> se>ic, z^-v^^n 

fr4 Viz T^"- h (11.0 mg, 75 A»nol)<Z)^^ U □ ^ # >*£?£(0.4 ml)£ 

>(0.5 ml)Kl|?*§8?Lfco PS-h y 7.7 ^ >HJflg(Argonaut*±, 3.62 mmol / g, 5 
0 mg, 0.18 mmol) fcill*.. 1 B£l§fjg#bfco &fB§£®S0U 

3®b> j|Wi??nn^>(0.5 ml)lC#^«?Ufco MP-#;i/;K^- MlfBKAr 
g naut^fc, 2.64 mmol / g, 45 mg, 0.12 mmol) ZjJQZ., tiSt ll|Kj|#L/fc. 

HPLC##T (220 nm) : 96 % (## ^FfS 3.448#) 

MS (APCI + ) 470 (M + 1) 

Hlj6#![15 

n-/< > $;/i/-N- [3- (4-^ > tr^< 'j^V)^n tr;i/] -N'-(2-^nn7i — ;v) 
2-* a n 7x-K y S/T-^- * fc»v\T*i6«i4i:H«ll©*SsTf*«ft^«f 

HPLC##T (220 nm) : 98 X (flH#B#K 3.537#) 

MS (APCI + ) 476 (M + 1) 
[0 0 3 7] 

n-/<>^;i/-n- [3-(4-/<y ^i/tf'* u ^;)7"n tr/v] -m -(4-y ;i/^-n 71^) 
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HPLC##f (220 nm) : 98 % (&&mm 3.464#) 

MS (APCI + ) 460 (M + 1) 

mmwn 

' n-^ > $;;i/-N- [3- > u *; y ) y u tr;u] -n' - (4-> fMt7x3 

HPLC#*T (220 nm) : ftfig 96 % (£H#B#fg 3.587#) 
MS (APCI + ) 488 CM + 1) 

HJ6M18 

n-^ y v jv-h- [3- (4-^< y vkv* vvj)zfu -n' - U-*- -7f-jv) v i> r 

HPLC#ffi (220 nm) : MM 93 X mW&fffi 3.570#) 

MS (APCI + ) 492 (M + 1) 

HJ&W19 

N-^>i/';i/-N- [3-(4-^<> tr^ u ) tr/H -n* -(3-* I-;!/) ? 
1/7 h'J7^n»it 

HPLC#«T (220 nm) : mm 94 X (#*£B#I^ 3.549#) 
MS (APCI + ) 456 (M + 1) 
[0 0 3 8] 

n-Ky*? /i/-N- [3- (4-/<> t> ;v tr 'J £>v ) ^ n bf /i/] -n' - (2 , 6- ^ 7 ;u # n 7 x - 
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HPLC##r (220 nm) : USl 99 % 3.361#) 
MS (APCI + ) 478 (M + 1) 

N-^ > i/;i/-N- [3- (4-^ y i/JV tl°^ I) P J)y'U \ZM -N' - (2,4-^ * V 3f is ~7 x. — 

2,4-^^ b^t/y^-jijvi/T-}-- h zm^Tmnwi4£mm<Dtt£T*mm 

HPLC^ff (220 na) : 97 %,iUW^f^ 3.482#) 

MS (APCI + ) 502 (M + 1) 

mmmzz 

N-/< y PJV-JI- [3-(4-K y P)h tf/< v V J ) zfu \±M -N* - [2-( h y n ;* 

HPLC^^f (220 n») : MM 98 % mWftm 3.760#) 

MS (APCI + ) 510 (M + 1) 

H^#I23 

N-/< y i?)V-u- [3-(4-K y pjv\f^< V V J)y°u ¥M -N'-(Hon7i n u 

n7x^M V S/T^- h &Mv^§HJg0![14£: H«KD^j£?SflM 

HPLC##r (220 na) : 93 % (£M#B£K 3.551#) 

MS (APCI + ) 476 (M + 1) 
[0 0 3 9] 

mmm24 - . 

n-/< y pji-n- [3- (4-/< ypA/if^V P J) y°u tfjiO-N* -(3,4-£?# n n7x-^ 
)^i^r h';7A/tni^ 

3,4-2? # n 0 7i-M V i/T't— h &F8^XMMffll4:£. feH1$<DJi]&T*MMit 
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HPLC##f (220 nm) : US. 96 % (&WWm 3.613#) 
MS (APCI + ) 510 (M + 1) 

K-Ky y;i/-N- [3- (4-^ y Vfr t*^ V V J ) \£M -N* -(W^d^7i- 
_4->f y yn t?;i,y x ~ ;i/>f y ->y-*— b £fflVNTHJ6Mi4£ H8fc©#SfeT?*ffi 

HPLC#*r (220 nm) : 95 % (&t#l$IS 3.764#) 

MS (APC1 4 ) 484 (M + 1) 

mmm26 

n-Ky s^viz-N- [3-(4-^> tr^ u^;)^ mm -n' -(4-^ b n 71-^/) * 

HPLC^^f (220 nm) : Hfe 92 % (fitf£B£fS 3.775#) 
MS (APCI + ) 487 (M + 1) 

mmw27 

N _y< ^ ^;i/-N- [3-(4-/<> fcf ^ U V J}~?X1 fc?;i/] -N* -(4-^D =E7x ^;i/) ^ 

HPLC##r (220 nm) : fcfcg 93 % W&l&m 3.485#) 
MS (APCI + ) 520 (M + 1) 
[0 0 4 0] 

mnw28 

N-^y^^/-N-[3-(4-/<>^;i/fcr^u ^V)yntr;i/]-N'-(4-^ b^i/7x-^ 
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HPLC^Hf (220 nm) : Hfe 97 % (fil&l&lgl 3.405#) 
MS (APCI + ) 472 (M + 1) 

mmm29 

n-s<> V ;i/-N- L3-(4-^:> V)h u P J )-zfu -n' - 12-( h y 7 n * h 

HPLC^ffi (220 nm) : 100 % (##H£IS 3.637#) 

MS (APCI + ) 526 (M + 1) 

N _ [ 3 -(4-y< > bf ^ U is \£M -N' -(Hnn7 x -;i/)-N-(4-7 □ 

^>^)fV7 by ^;i/;*asf«& 
##M8-e#e>ti ^^^(16.1 «ng, 50 ^m°i)©^nn;*#;y3|?£(0.3 ml) 

ic h y x^;i/T^ >(i4 a1, ioo ^moi)^^-einA. Hnn7i 
— ^/>f yi/T1 — Mil. 5 mg, 75 ^">oi)©^^na^^>^?R(0.4 ml)&^M 

.5 ml)lC?£?§«?bfco PS-hyXT^>^flg(Argonauttfc, 3.62 mmol / g, 50 mg 

, o.i8 mmoDzta*-. ^re 1 B3rra*#bfc. *ffli&»wu mm*m&mmv 

^nn^^ty(0.5 ml) Ufc„ MP-# b*tfBI(Argonaut*fc, 2. 

64 mmol / g, 45 mg, 0.12 mmol) fc^;*., ^T*l^Jt#bfec fSfflifc^Mb 

(13.9 ■g)^^«tMt#fe. 
HPLC#«T (220 nm) : Mm 99 % («f£B£l^ 3.564#) 
MS (APCI + ) 494 (M + 1) 
[0 0 4 1] 

N- [3-(4-^> * V*?S)-7ui?M -n-(3-* d a y;i/)-N* -(Hnn7 

##M9T*# ft t-lt&W £ m v > T H^M30 i: 2fSsT*Mffc-&« 5: ^ 
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HPLC^flT (220 nm) : 94 % (&*£B£I^ 3.582#) 

MS (APCI + ) 510 (M + 1) 

n- [3-(4-^>^;i/tf/< y vj)-?u tf^/] -N' -(4-* n a 7i-^)+(3,4-i?^ □ 
ot?# b ^ ffi v % T 11^30 i: 5: ^ 

HPLC##T (220 nm) : UB. 93 % (^j^Wey 3.637#) 
MS (APCI + ) 544 (M + 1) 

N- [3- (4-^t y y s>v ) y n tf;b] -n- (4-7 n ^ > s?;i/) -n' - (4-* h 3f 

e/7i-ji/)ci/7 hy^^tDias 

#%M8^#e>*l7cffc-£^(16.1 mg, 50 /imol)©^nn*#>?£?£(0.3 ml) 
IC h y X^;i/T^ X14 *1, 100 fimol)$:mUT*M%.. §e>lC 4-*h3f$/:7 
31— /b-fyS/T"*— Mil. 2 mg, 75 fimol)(DP9UU* $>&W.(0.4 ml)£g 
UT-m?L. 24«f|ffl«#Lfc. £J£3$T&> ttEHMU ^?an*#>(0.5 ml) 
lC^f?L7co PS- h y XT ^ >^fll( Argonaut^:, 3.62 mmol / g, 50 mg, 0.18 

SfotyyuU* #>(0.5 mlHc#*§8?L7c„ MP-^;i/iK-^- h^BI (Argonauts, 
2.64 mmol / g, 45 mg, 0.12 mmol) £ flu*. . gSt'H§»lfc. jUBg&StM 

^(12.6 mg) Zmtetetf:®}! 

HPLC^^f (220 nm) : ijafig 96 % mnftffi 3.471#) 
MS (APCI + ) 490 (M + 1) 
[0 0 4 2] 

n- [3- (4-^< y *j jv tf k y e>v ) rf n -n- (3-^nn^> iW-N' - (4-;* h v 
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HPLQfrflf (220 nm) : fcfcg 99 % mWftm 3.483#) 
MS (APC1 + ) 506 (M + 1) 

N-[3-(4-/<>^^tf^u ^V)ynbf;i/]-N-(3,4-y^onK>^^/)-N'-(4-^ h 

HPLC##f (220 nm) : Um 97 % (U&ftm 3.521#) 
MS (APCI + ) 540 (M + 1) 

N _ [3- ( 4 _/< y pfy tf ✓< ij ) rf n tf -N* - V V U ^ 3f S//I/-N- (4-^ n /< > 

##M8-e#^nfe-ffc^%(16.1 mg, 50 ^mol^^Dn^^^tO.S ml) 
IC h y oc^- ^ >(14 a 1 — 100- /xmol) -fc£S<7* S S> KU- ^ 9 D 

;w v%/y-r— M9.4 mg, 75 ,ttmoi)<D^nn;*#>*§?£(0.4 mi)$:^M"eSn 

jgbfco PS- h y^r^ >^B§( Argonauts, 3.62 mmol / g, 50 mg, 0.18 mmol) 

^nD^^>(0.5 ml)lcS^fi?bfeo MP-* ^/ h^flg (Argonaut^, 2.64 m 
mol / g, 45 mg, 0.12 mmol) iStlH^bfe. Wflg&ttBaU 

HPLC##f (220 nm) : . MS 100 % 3.500#) 
MS (APCI + ) 466 (M + 1) 

[0 0 4 3] 
HSJ60H37 

N _ [s-(4-/<> tr^ u^;)^n tr;H -n-(3-# n n ^/iO-h" ? n ^ 
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HPLC#*T (220 nm) : MB. 100 % (ftft&lig 3.579#) 
MS (APCI + ) 482 (M + 1) 

mmwM . ._ 

n- [3-(4-^< > tf^ ys?y)^n t?;i/] -n' -$/ * n ^=3p */;i/-N-(3,4-$; ? □ n ^< 

HPLC##f (220 nm) : mm 99 % m&Wm 3.753#) 
MS (APCI + ) 516 (M + 1) 

N-[3-(4-'<>^;i/tr^u ^v)^'Dtr>n/]-N , -(4-^ Dn^oi-;i/)-N-(2,6-^7;i/ 

HPLC##f (220 nm) : 98 % (UWmm 3.623#) 

MS (APCI + ) 512 (M + 1) 

n- [3-(4-'<> y;i/tr^ u y ) ^"n bf;H -N-(2-* n n t?;i/)-N' -(4-* a a 7 
##Mi2T*#e>tifc^#5:fliVATllJ6M30i:ra^©^T^Sfb^^^ 

HPLC#flf (220 nm) .: 100 % (liHWIS 3.588#) 

MS (APCI + ) 510 (M +1) 
[0 0 4 4] 

N _ [3-(4-/^> tr/< y*;;)^D tr^] -N-(4-? nnK> s;/i/)-N' -(4-* nn7 
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HPLC^^f (220 nm) : MS 99 % (fi^Wfig 3.595#) 
MS (APCI + ) 510 (M + 1) 

N - [3-(4-^c> tr^ u ^ y ) ^"n tr/i/] -n' -(4-? n n 7x-^)-n-(4-^ 

HPLC##T (220 nm) : MS 91 % («#^K 3.841#) 
MS (APCI + ) 490 (M + 1) 

HPLC##f (220 nm) : MS 95 % (£tf£B£fm 3.521#) 
MS (APCI + ) 506 (M +1) 

mmmu 

N- [3- (4-^< > *? 71/ fcT ^ U 7 ) ^ D tT M -N- (2 ,6- V 71/ * n V JU) -N* - (4-;* 
##MllT*#e,nfe^^^MV^T|l^feM33h^©^T^^b#^?:^ 

HPLC##r (220 nm) : MS 99 % 0&f£B£fS 3.511#) 
MS (APCI + ) 508 (M + 1) 
[0 0 4 5] 

N- [3-(4-/<> PfrV* VZ?S)7U tTA] -N-(2-* D WO&Jlt)-# -(4-* h ^ 

45 «2 0 0 0- 3 0 9 2 5 0 8 



#5£ 1 1-284495 



HPLC^ffi (220 nm) : HBL 99 % (##H#l3i 3.469#) 
MS (APCI + ) 506 (M + 1) 

HPLC##f (220 nm) : 99 % (##^^ 3.475#) 

MS (APCI + ) 506 (M + 1) 

n- [3-(4-/<> 5?/i/fcT* ue/V)^n ifM -n' -(4-* h * f 7 -;i/)-N-(4-^ ^ 

#^14T'#e>nfe^b^5:MV^T^^gM33i:|^#©^-e^^b^S:^ 

HPLC^tf (220 nm) : Hfe 94 % (&nmm 3.719#) 
MS (APCI + ) 486 (M + 1) 

mm®™ 

H-[Z-(4-Ky*?fl,\£'<V VJ )7U ¥M -N-(4-* h SW-N' -(4-* 

HPLC##T (220 nm) :. MB. 97 X (^^IS 3.403#) 
MS (APCI + ) 502 (M + 1) 
[0 0 4 6] 

n- [3-(4-^< > Vfr tf u ^ J ) ^ n tr;H -n* ->> * n 2//1/-N- (2,6-^7 n 

4 6 flJfE4$ 2000-3092508 



#3* 1 1-284495 



^mnxmbnr^t^m^m^xmmm^etmmo^mxmm^m^m 

HPLC##T (220 nm) : UB. 88 % (^^F^M 3.549#) 
MS (APCI + ) 484 (M + 1) 

mmmso 

n- [3-(4-^<> S/Vi/tf< u J)zfo tr;i/] -n-(2-* n u sW-n' -i/ ^ n 

##Ml2^#bn^b^&fflV^T^#«36^|SI^CD^^T^S^^^-a•^ 

HPLC##T (220 nm) : 98 % (&&l%m 3.521#) 

MS (APCI + ) 482 (M + 1) 

mmmsi 

n- [3-(4-/<> Vfr tf ^ yy;)^n tf -n-(4-# a a s?;i/)-N' ? a /\3f 

HPLC##r (220 nm) : nm 99 % 3.515#) 

MS (APCI + ) 482 (M.+ 1). ,. _ . 

HJ6AI52 

K_ [3_ (4-/< >$^/l/lf'<ys? > /)^'nif/I/]-N'-$/^0 / ^^r (4-.* 

ZPLCftffi (220 nm) : MS 94 % (fiE&ttA 3.776#) ..... 
MS (APCI + ) 462 (M + 1) 
[0 0 4 7] 

n- [3-(4-k> i?>v\s * y VJ ) y n -n' * n */;i/-N-(4-* h * 

4 7 ffi!E# 2000-3 092508 



11—284495 

.HPLC#*T (220 nm) : MB. 100 % (#^B#K 3.448#) 
MS (APCI + ) 478 (M + 1) 

{N' PJV-tf - [3-(A-Ky VlVif^ y ) ~?u fc?;b] # l/^f R} g^x^;!; 

HPLC^flf (220 nm) : MIS 97 % (##8^ 2.883#) 
MS (APCI + ) 452 (M + 1) 

mmw55 

N-^y^;i/-N-[3-(4-^<>^;i/fcr^y ^v)^ntr;i/]-N'-tert-^>n/^ h 

tert-^;i/>T y 5/7*- h WTH5gMl4t!m^l©^?5fe-e^fb^S:^ 

HPLC##r (220 nm) : 99 % (^#^^ 3.531#) 

MS (APCI + ) 422 (M + 1) 

n-^c> itji-Ji- [3-(4-^>^;vtf/< u *?j )-?u tr;v] -n* - [(ls)-i-(i--^y ^;i/) 

asyi-a-ryrM^jvjyz/Ti'-hzm^xmMfflittm&vxmx 

HPLC##f (220 nm) : US. 100 % (#j$B£IS 3.800#) 
MS (APCI + ) 520 (M + 1) 
[0 0 4 8] 

N-K y i?Jl-H- [3- (4-K yp^if^V V J)-^X2^M-^-^i/A/^lyT hV 

4 8 ffil£4# 2000-3092508 



#^1 1-28 4495 

HPLC#*T (220 nm) : 99 % (^NpH 3.732#) 

MS (APCI + ) 450 (M + 1) 

^0558 

N-'* > *?/l/-N- [3- (4-/< > Vfr \±mVJ)zfU \*M -W-i/^U^ty)V^U7 

HPLC^ffi (220 nm) : jfefg^ 99 X (##1$IS 3.598#) 
MS (APCI + ) 448 (M +1) 

(2s)-2- or -<*:/ pjv-w - [3-(4-^>s?^/tr^ y ^ -> ) ^ D 9 u ^ K} 
(2s)-2— f vs/v-r v 7fr*fymv^fr*m^xnMW^£nm.<bi5Wi-z& 

HPLC#*T (220 nm) : UW. 100 % (#*#B£I^ 3.501#) 
MS (APCI + ) 552 (M + 1) 

mmmeo 

N ,N' -V<zs V /I/-N- [3- (4-K yV)i\£^)V J)zfn\^M^vr hV? fr* n 

fee 

HPLC^ffi (220 nm) : MM 100 56 («i#!$i^ 3.491#) 
MS (APCI + ) 456 (M +1) 
[0 0 4 9] 

mmmei 

(2S)-2- or Vfr-r - [3-(4-/<> v&\z *c vt?s) ?u \zm v w F} 

4 9 ffi!E# 2000-3092508 




11-284495 



(2S)-2-^f V S/T"** K-4->l^^/'<>*>Bkil^/l'fcffl^THSl6lll4fcH*©* 

HPLC##T (220 nm) : UB. 99 % (#fip^K 3.587#) 
MS (APCI + ) 494 (M + 1) 

HPLC##f (220 nm) : Jj3g^ 99 X (#*§M$IS 3.969#) 
MS (APCI + ) 500 (M + 1) 

N-^>^;i/-N-[3-(4-/<>^;i/tf^U s? ; ) t!M -n' - (M v ^ n ^--n/- « , 

HPLC##r (220 nm) : ftfig 99 % (fltf£B£IS 3.987#) 
MS (APCI + ) 524 (M +1) 

HPLC##T (220 nm) : mm 99 % (##B£im 3.318#) . 
MS (APCI + ) 408 (M + 1) 
[0 0 5 0] 

n- [3-(4-/< y tf^ V i? J ) *f a tr;i/] -N' -(Hnn7 ^-;i/)-N- ( */ 9 u *\ * 

5 0 ffilE4# 2000-3092508 



1 1-28449 




HPLC##T (220 nm) : jjSfcg 97 % (fitftl&ia 3.917#) 
MS (APCI + ) 482 (M + 1) 

N _ [3-(4-/<> if V^J)ZfU\f/l] -N' -(4-^DD7 a: -;i/)-N-(3-tf U 
^^;i/)^l/7 h'J7MDitI j 

HPLC##f (220 nm) : Mfe 98 % (^#^^ 2.879#) 

MS (APCI + ) 477 (M + 1) 

mMM67 

n- [3- (4-^< > ^ u ) ^ d tr ;v] -N- ( ^ n /\ ;v ^ ^ -n' - (4-* h 
^rJ/7x- ;i/)^i/7 h'J7;i/ta»S?ig 

HPLC^-^ff (220 nm) : MB 94 % {fcWmm 2.946^) 
MS (APCI + ) 478 (M + 1) 

mmmes 

n- [3-(4-^< y p/i tf s< y y ) y □ tr;i/] -n' - (4-* h t/ ? * -;i^)-n- (3- tr y ^ 

##Ml7T*#e.ti^^b^$:Mv>TllJg#!l33i:^«l©^^M^^S:^ 

HPLC^flf (220 nm) : MB. 97 % («^^ 1.917#) 
MS (APCI + ) 473 (M + 1) 
[0 0 5 1] 

N _ [3_(4-x> Vfl/tfK y y ) 7n tf;i/] -n' ? n ^\3f S/;i/-N-(*/ ^ n S//i/ 

5 1 ffiSE# 2000-3092508 




4f ¥ 1 1-284495 



HPLC##T (220 nm) : UB. 100 % (U^fS 3.842#) 
MS (APCI + ) 454 (M + 1) 

N-[3-(4-^>^;i/kf^U ^V)^D tr;i/]-N'-S/^n^\dr^/;i/-N-(3-lfU 

l? -c h ft tdt&m & m v * x iM36 mm © # & t* mmit^m 

HPLOfrtff (220 nm) : Hfe 99 % OfSM#B£|g| 2.801#) 
MS (APCI + ) 449 (M + 1) 

(1) bhCCR5^*-Y>l/t^-©^D-->y 

fc: hJfcll cDNA^&PCRST'CCR5l^©i'D-->^5:fTofe. 0 
.5ng<Z)j|?|^ cDNA (MWW, Q U I C K -Clone c_D N A) SiSfcl, Sans 
n (Biochemistry 35 (11), 3362-3367 (1996)) 

5 ' — CAGGATCCGATGGATTATCAAGTGTCAAGTXAA — 3 * t. 
5 ' — TCTAGATCACAAGCCCACAGATATTTCCTGCTCC — 3 ' 5: 

#2 5pmol -fo^iHU TaKaRa EX Taq (^?@5t) S:tMlt> P C RKJS 
SDNAt-7W^7-4 8 0 (A-3f>:n;i/V-) tCTffofc (KJ£^# 
: 9 5TC-ei#im, 6 QTC^I^IS, 7 5 TCT? 5#|^£ 3 OV-JtnV) 0 ^©P 
CRlfe^r^fn-^^S^ib, ^l.Okb ©DNA»T#£[HlJKLfc^ 
Original T A Cloning Kit (7t3j/) £/g^T> CC.R5lfef:$:^D;-- 

(2) nhCCRS^M^^^KOf^S! 

ifBT'^ftk^*^ F£MI£PiiXbaI (^i@3g) £BamHI (^B3£) T* 

mtt.v&&. mu-^jvmn^mhxmi . okb ©DNAWi>t^iiiJRLfco 

5 2 fflH4# 2000-3092508 



# 



1 1 — 28449 5, 



# 



f©DN A^T/t^Xbal^BamHI -eMffc Lfeift^UBfiSM^^^^ ^ K pcDN 
A3.1 £M-£U DNA Ligation Kit Ver. 2 (SMit) T?3t 

j^LT, ^ilJM10 9®3>lff>ht;i/ MtitS^^t* 
K pCRR5S:ffc. 
[0 0 5 2] 

(3) \L hCCR5Mffl^7^5 K©CHO-K l«0flg/\©^Ai:^ 

&MV\Tf'f f '>aA^/f ^-77^3 7 5 Oil * h >^-f ^ > V 
>) T*4f$tfcCHO-KlM5:0.5g/L h>J7i/>-0.2 g/L E 
DTA (7>f7f^t'Jx>^^ 7?f*fJ#Ufc&, *fflflS£PBS (^J-yrV 
?*V31Z;ZM T*Sfci£l,T3§4> (1 0 0 Orpm, 5^) U PBStillfc 

NA&HHfl&tC#Al/7c„ £Pt>> 0 .4cm ^>y70^ra^f MC8 X 1 0 6 

1 0 Aig CDtl bCCR 5^m^^X^. K pCKR5m, «ffi0.2 5kV 
, rtl/*y7s 9 6 0 it F TT'Xl/nn^U-i/aVlfc. ^-(D^> 
& 1 0%Vi/m t lJkWZ'&t}/\l±F 1 2ig*6lC^U 2 4^m Wt^MIS 
£§ff#LT5t4>l/. #ClC ^x^7^>f^> (7^f7T7^tUx>^^) £5 0 
0 ft g/mlicfc£ J:e>tCjn^.fe 1 0%'7 5Wf(HM*£-^tf/ > >AF 1 2igigreMg 
U 1 0 4 M/Blfc!S;S < J:v(;^lt9 6 tfx/I/^ I/- h ■ Vl/rJ* 

?*{C. »e>*ifc$?x*T--r S/>Wtt*&9 6 7x;i/7P-h (^h>f^ 
>V>) T*ig#Lfc^ W^©4iA^CCR5^«HJB§S:^L/fco ffl*>. 2 
OOpMOD C 125 I) -R ANTES £ U K t LT&MLfc 

7*;-fe>f AyVy- (0.5%BSA, 2 OmM HEPES <3fr%ffiM> pH 7 . 
2) ^tfA^F12^ifi) (pT?^M£T4 0#fSS£-££/££fTV^ *#LfeP 

z-T'MMm&zmfe-rzzt-v. vify^i)mmmK.m^vitm^ cho/ 

CCR5*fc£3g&b7co 

(4) CCR5fgm#MlCS^<^%©M 



5 3 
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9 6 tfx;i/T>r VUZfls- MC5 X 1 0 4 ifi/9x;bT'CHO/CCR5f 

y-fe>r/ty7 7-$:#^^^^in^., y#>KT?&s C 125 i] -rantes 

^ 2 0 0/ttl 07>f^n'»f-2O (;<*;*-K) &#^:n;WC;&D;t. h^^ 
[0 0 5 3] 

[*& 1 ] 





i.o m n iz&i-f&mwm (%) 


i 


9 6 


7 


9 2 


1 0 


1 0 0 


1 2 


9 2 


1 3 


6 7 



HIViMf^ii, AIDSfWi&a Mill #©J:^fe*& 

i. *^-fe>n/M 

(1) mmmir-<®t>titcit<&® 4o mg 

(2) b—X 7 0 mg 

(3) |ft^a-fe;i;n-3 . . 9mg 

(4) ^fyU^ni/fA lmg 

1 1 2 0 mg 

(1) , (2) £ (3) £J:tf (4) © 1 / 2 SriSfPUfcgL JgiBHC-TS. £*l 
ICJ^y© (4) SriUiT^^-^^^^^y-fe^tC^AfSo 

5 4 2000-3092508 



#5p i 1-2 844 9 5, 



[0 0 5 4] 



2. tiffl 

(i) mmmi oT-m*>tit~<t&® 



4 0 m g 



(2) 7^-^ 



5 8 m g 



(3) 3 — ^ 



1 8 m g 



(4) m.&&±Jiu-x 

(5) ^fT'JVtvn^fA 



3. 5 mg 



0 . 5 m g 



1^ 12 Omg 



(I). (2). (3). (4) ©2/3;B«J:lM5) ©l/2£«fD§U IgtS 

-fb-TSc r*ijc»y© (4) (5) S:z:©0iKicin^.T^icinjE^M-r 

[0 0 5 5] 
[#8t$!©3&^] 

#$£tB©5£ (i) T'mznzfc&tyx&*<D&&mnf~ccR5&ffittm*m 



5 5 
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f- 

1 1-284495 

mm*] mmm 

[ft 1 ] 




1 
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H-2 844 9 5 



m m a m m m m 



[000002934] 

1. ^M^MB- 1 9 9 2^ 1I22H 

& ffi *R^RT&**K5t#E«TE3Tg 1#1# 



i 
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